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CHUHTE3 4-3AMEIIEHHBIX-5-(®PEHUJIDTUHU/DITUPUMHU/IUHOB*

KuroueBbie ciioBa: nupuMuant, |H-nepumunussl, peakuus COHOrammpsl,
KpOCC-COYETaHUE, OKUCIICHUE.

Panee B nameit naboparopuu Obuta pazpaboTaHa METOJUKA CUHTE3a 6-(5-0pom-
3,4-nuruagponupuMuauH-4-un)-1 H-nepuMuAMHOB 3, OCHOBAaHHAsT Ha peaKIuu
nepuMuAnHOB 1 ¢ 5S-OpoMIUPUMUIUHOM 2 B METaHCYIb(DOHOBOI KUCTIOTE.
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[Tocne momydeHUs: MOJOXKHUTENBHOTO PE3YJIbTara MPHU MPOBEICHUH PEaKIUU
Ha |H-nepuMuanHax ObUla MCCIEOBaHA pEaKIUsl aKTUBUPOBAHHBIX apeHOB 4 C
5-OpoMnupUMUANHOM 2 B METaHCYIb()OHOBOM KucioTe. JlaHHas peakius MpoTeKaeT
IIPY KOMHATHOM TeMIiepaType ¢ 00pa30BaHUEM 3aMEILIEHHBIX MPOTYKTOB 5.

” ” 5a: R!= OH, R? =H, R? = H; 70,6%
R? Br HN 5b: R!= OCH;, R? = H, R* = H; 70,9%
@ . Nl/j/ MeSOzH R Y\ 5 R!'=0OH, R?= CH; R3=H; 81,9%
L7 rt —/ 5d:R'=H, R?=CH, R’ =OH; 85.8%
5e:R'=OCH;, R? = CH; R*=H; 81,9%
4 2 5a-h 5f: R! = OH, R? = OH, R? = H; 42,3%
5g: R! = OMe, R?> = OMe, R> = H; 46,76%
5h: R! = H, R? = OMe, R? = OMe; 83.2%

Msyyaemass peakuus NpoTeKaeT 1o Mexanusmy S (Ar). Ha mnepBom
sTane S5-OpOMIUPUMHUANH TPOTOHUPYETCS METAHCYIh()OHOBOM KHUCJIOTOH B
Colib S5-OpomMmnupuMuanHUS 6, KOTOpas B3auMMOJCHCTBYeT C (eHonoMm 4a, aaBas
IPOMEXYTOUHOE coefuHeHue 7. Jlasiee mporCcXoAUT IEPEHOC BOAOPOAA M 00pa3oBaHue
KOHEYHOTI'O MPOJIyKTa Sa.
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AHAJIOTHYHO PeakIysl TPOTEKAET U C KOHJACHCUPOBAHHBIMU aKTUBUPOBAHHBIMH
apeHamMu — HapranuHamu. B ciiyuae HezamenieHHOro HadTalinHa 00pa3yeTcsi CMeCh
n3omMepoB (2:1):
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Br
R N/j/Br MeSO;H _ OO 8o ReH: 82.2%

* QN/ —— = Nu_NH 8b: R=OH; 78.3%

6 ) rt e 8 8c: R=OEt; 91.4%
NuTtepecHo ObUIO HMCCIeI0BaTh, KaK MOBEAYT CeOsl TOTyUYE€HHbBIEC MPOU3BOIHBIC
S-OpoMnUpUMUIMHA B PeakIusix Kpocc-couetanus. Hamu Obuta mpoBeneHa peakius
Kpocc-coueranusi CoHoramupsl Sa ¢ (eHuIaneTuseHoM, KOTopas, K Hallemy
VIUBJICHUIO, TPUBOAWIA K TPYAHOPA3IAEIUMOM CMECH BEIIECTB, U3 KOTOPOH C
BBIX0OI0M 15 % ynanock BBIZICTUTh COSTMHEHKE 9a, BEpOsITHO, B PE3yJIbTaTe adpOOHOTO

OKHUCIIeHUS 3,4-AUTHAPONTUPUMHUIMHOBOTO KOJIbIIA.

DIPEA,
Br Pd[PPh3]2Cl2,

Cul, PPh; DMF,
HO - MW
HN_—Z Ph——

[TockonbKy OKHCIIEHHE IUTHUAPONUPUMHUIMHOBOTO KOJIbIA, MO-BHIAMMOMY,
IPOUCXOIUIIO CAMOIIPOU3BOJIbHO, OBLIIO PEIIEHO BBIIIOJIHUTH €r0 B MEPBYIO OYEPEIb.
Cuauana Owu1a npeanpuHaTa nomnsiTka okucienus JIMCO (meton A), HO 3TOT METO/T
Obl1 KpaiiHe Hed(pexTuBHBIM. OJHAKO HaM YyAAJIOCh MOJYYUTh MPAKTHUYECKUE
BBIXOZBl APOMATU3UPOBAHHBIX MTPOAYKTOB 10 B peakiusx ¢ BOAHBIM (heppULluaHUIOM
kanus (metox b).

NH Meton A N Meron A Meton b
7 DMSO/KOH NG 10a: 17.5% 55.3%
N OH , ) OH 10b: 27.5%  58.8%
— Meron B = 10c: 23% 64.2%
r r 10h: 34.5%  79.8%

K;[Fe(CN)s/KOH

ITocne okuciaeHus peaKknuss KpOCC-COUCTAHHA Npoxoanyia € YMCPCHHBIMU

BbIXOJaMHM:
'\F " DIPEA,
Pd[PPhs]zCla,

cul, PPh3 DMF,

9a: 72.6%
9b: 76.9%
9c: 73.5%
9h! 72.4%
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